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a humectant; and 



, if necessary, an auxiliary agent for 



\ J manufacturing a pharmaceutical preparation. 

The stabilized solid composition containing a 
4-amino-3-siabstituted-butanoic acid derivative as claimed in 
claim 1 wherein said humectant comprises one or more of the 
compounds selected from ethylene glycol, propylene glycol, 
butylene glycol, sorbitol and glycerol and an aliphatic acid 
ester thereof. 

^) The stabilized solid/composition containing a 

4-amino~3-5Ubstituted-butano£c acid derivative as claimed in 

claim J wherein said humectant is ethylene glycol . 

T ^ e stabil i zed/solid composition containing a 
4-amino-3-substituted-baitanoic acid derivative as claimed in 
clai m 1 ^w herein -said yhumectant is propylene glycol. 
sS The stabilized solid composition containing a 

4-amino-3-substituxed-butanoic acid derivative as claimed in 
claim 1 wherein ^aid humectant is butylene glycol 
^) The Stabilized solid composition containing a 

4-amino-3-subst i tuted-bu tanoic acid derivative as claimed in 

clai m 1 wheyem said humectant is glycerol or an aliphatic 

acid ester/ thereof- 
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The stabilized solid composition containing a 
4-amino-3-substituted-butanoic acid derivative as claimed in 
claim 1 wherein said humectant is sorbitol 

The stabilized solid composition containing a 
4-amino-3-substituted-butanoic acid derivative as claimed in 
clai m 1 w herein a total amount of sadd humectant is 0,01 - 
25% by weight relative to the 4-am/no-3-substituted-butanoic 
acid derivative. 

9^ The stabilized sol/id Composition containing a 

4-amino-3-subs t itu ted-but arioic/ acid derivative as claimed in 
claim 1 wherein a total afcourit of said humectant is 0.01 - 
25% by weight relative Ao J total amount of the 
4-amino-3-subs t i tut ec£-bu tamo ic acid derivative and an 
auxiliary agent Xoy maniyracturing a pharmaceutical 
preparation - 

The stabilised solid composition containing a 
4-amino-3-substitutejzi-butanoic acid derivative as claimed in 
c laim 1 w herein it Ls a solid pharmaceutical preparation of 
gabapentin, pregabAlin, baclofen, 3-aminomethyl-4- 
cyclohexyl-butano/ic acid,, 3-aminomethyl-S-cyclohexyl 
pentanoic acid, /3-aminomethyl-4-phenyl-butanoic acid or 3- 
aminomethyl-5-DQieny 1-pentanoic acid - 
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The stabilized solid composition containing a 



p> 

4-amino-3-substituted-butanoic acid derivative as claimed in 
claim JJD wherein it is a solid Lrmaceutical preparation in 
the dosage form of tablets, ponders, granules or capsules. 
£2/ A process ror trie preparation of a solid 

composition containing a A-amino-3-substi tuted-butanoic acid 
derivative having the general formula 

NHjCH,-C-CH,COOH 
V / \ 

wherein, 

R, is a hydrogen/ atom, a hydroxyl group, a methyl group 01 
an ethyl group, 

R 2 is a monovalent group selected from: 

a straight or branched alkyl group of 3 - 8 carbon 

atoms ; 

a straight or branched alkylene group of 3-8 carbon 

atoms ; 

a str/aight or branched alkyl group of 3 - 8 carbon 
atoms which L mono- or di-substituted with a halogen atom, 
a trifluorort(ethvl group, a hydroxyl group, an alkoxy group, 
an alkylthyo group, an amino group, a nitro group, an oxo 
group, a c&rboxyl group or a carboalkoxy group; 

a/cycloalkyi group of 3 - 8 carbon atoms/ 
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a cycloalkyl group of 3-8 carbon atoms which is 
mono-, di- or tri-substi tutfcd with a halogen atom, a 
trif luoromethyl group, a hyfctroxyl group, an alkyl group, an 
alkoxy group, an alkylthio /group, an amino group, a nitro 
group, an oxo group, a carpoxyl group or a carboalkoxy group; 

a condensed ring, group formed by ortho- fusion of a 
phenyl ring with a cycloaikyl group of 4 - 8 carbon atoms; 

a condensed ring /group formed by ortho- fusion of a 
phenyl ring with a cycloklkyl group of 4 - 8 carbon atoms 
wherein said phenyl rind is mono-, di- or tri-substituted with 
a halogen atom, a trif liuoromethyl group, a hydroxyl group, 
an alkyl group, an alkixy group, an alkylthio group, an 
amino group, a nitro gproup, a carboxyl group or a carboalkoxy 
group; 

a condensed rfi_ng group formed by ortho-fusion of a 
phenyl ring wxth a cycloalkenyl group of 5 - 8 carbon atoms cr 
a cycloaikanedienyl Aroup of 5 - 8 carbon atoms; 

a condensed ping group formed by ortho-fusion of a 
phenyl ring with a cfycloalkenyl group of 5 - 8 carbon atoms 
or a cycloal kanedierjyl group of 5-9 carbon atoms wherein 
said phenyl ring is /mono-, di- or tr i-subst i tuted with a 
halogen atom, a t ri tluoromethyl group, a hydroxyl group, an 
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alkyl group^ an alkoxy group, I an alkylthio group, an amino 
group, a nitro group, a carboxyl group or a carboalkoxy group; 

an alkylcycloalkyl group wherein said cycloalkyl has 
3-8 carbon atoms and is linked to an alJcyiene group having 
1-4 carbon atoms optionally interrupted with -O-, -S- or 
-SS-; 

an alkylcycloalkyl group wherein said cycloalkyl has 
3-8 carbon atoms, is linked to an alkylene group having 1 
- 4 carbon atoms optionally interrupted with -O-, -S- or 
-SS- and is mono-, di- /or tri-subs tituted with a halogen 
atom, a trif luoromethyl group, a hydroxyl group, an alkyl 
group, an alkoxy group, an alkylthio group, an amino group, 
a nitro group, an oxp group, a carboxyl group or a 
carboalkoxy group; 

a cycloalky/L group of 5-8 carbon atoms wherein one 
of the methylene gfoups (-CH 2 -) is replaced by -O-, -NH-, 
-5-, -SO- or -5 CO)/ 2 - ; 

a cycloalkyl group of 5-8 carbon atoms wherein one 
of the methylene /groups (-CH 2 -) is replaced by -O-, -NH-, 
-S-, -SO- or -S(jb) 2 -, and one or two of the unsubs t x tuted 
methylene group^ (-CH 2 -) are mono- or di-subs tituted with a 
halogen atom, a/ trif luoromethyl group, a hydroxyl group, an 
alkyl group, an alkoxy group, an alkylthio group, an amino 
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group, a nitro group, an <}xo group, a carboxyl group or a 
carboalkoxy group; 

a cycloalkenyl g£oup of 5-8 carbon atoms or a 
cycloalkanedienyl group /of 5-8 carbon atoms, one of the 
methylene groups (-CH 2 -)| in said cycloalkenyl ring or 
cycloalkanedienyl ring j^eing replaced by -0-, -NH-, =N-, -S-, 
-SO- or -S (0) 2- ; 

a cycloalkenyl (group of 5-8 carbon atoms or a 
cycloalkanedienyl group of 5 - 8 carbon atoms, one of the 
methylene groups (-CH 2 -|) in said cycloalkenyl ring or 
cycloalkanedienyl ringl being replaced by -O-, -NH-, =N- / -S-, 
-SO- or -S(0) 2 -, and ojie or two of the unsubs t ituted 
methylene groups (-CH 2 |-) being mono- or di-subst ituted with a 
halogen atom, a t rif lilioromethyl group, a hydroxyl group, an 
alkyl group, an alkoxy group, an alkylthio group, an amino 
group, a nitro group,/ an oxo group, a carboxyl group or a 
carboalkoxy group; 

a condensed ting group formed by ortho-fusion of a 
phenyl ring with a cfycloalkyl group of 5-8 carbon atoms 
wherein one of the methylene groups (-CH 2 -) is replaced by 
-O-, -NH-, -5-, -SOf or -S{0) 2 -; 

a condensed/ ring group formed by ortho- f us ion of a 
phenyl ring with a [cycloalkyl group of 5 - 8 carbon atoms 
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wherein one of the methylene) groups (-CH 2 -) is replaced by 
-O-, -NH-, -5-, -SO- or -S(Q) 2 -, said phenyl group being 
mono- or di-subst ituted wim a halogen atom, a 
trif luoromethyl group, a hydroxyl group, an alkyl group, an 
alkoxy group, an alkylthiol group, an amino group, a nitro 
group, a carboxyl group on a carboalkoxy group; 

a condensed ring <iroup formed by ortho-fusion of a 
phenyl ring with a cycloafiLkenyl group of 5-8 carbon atoms 
or a cycloalkanedienyl group of 5 - 8 carbon atoms, one of 
the methylene groups (-uR 2 -) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -0-, -NH-, =N- , -S- 
-SO- or -5 (O) 2 -/ / 

a condensed ring group formed by ortho-fusion of a 
phenyl ring with a cvcloalkenyl group of 5 - 8 carbon atoms 
or a cycloalkanedienyl group of 5-8 carbon atoms, one of 
the methylene groups (-CH 2 -) in said cycloalkenyl ring or 
cycloalkanedienyl ring being replaced by -O-, -NH- , — N- , -5- 
-SO- or -5(Q)2-, said phenyl ring being mono- or 
di-subst ituted witAi a halogen atom, a trif luoromethyl group 
a hydroxyl group, /an alkyl group, an alkoxy group, an 
alkylthio group, fan amino group, a nitro group, a carboxyl 
group or a carboalkoxy group; 
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an alkylcycloalkyl group wherein said cycloaikyi has 
5-8 carbon atoms and is linked to an alkylene group having 

1-4 carbon atoms optionally interrupted with -O-, -S- or 
-55-/ one of the methylene Jgroups (-CH 2 -) in said cycloaikyi 
ring being replaced by -O- \ — NH- , -S-, -SO- or -S(0) 2 -; 

an alkylcycloalkyl/ group wherein said cycloaikyi has 
5-8 carbon atoms and is /linked to an alkylene group having 
1-4 carbon atoms optionally interrupted with -O-, -S- or 
-5S-, and one of the methylene groups (-CH 2 -) in said 
cycloaikyi ring being replaced by -O- , -NH-/ -S- , -SO- or 
"SCO) a - and one or two of the unsubst ltuted methylene groups 
(-CH 2 ~) being mono-/ di-l or tri-subs ti tuted with a halogen 
atom, a trif luoromethyl / group, a hydroxyl group, an alkyl 
group, an alkoxy group,/ an alkylthio group, an amino group, 
a nitro group, an oxo group, a carboxyl group or a 
carboalkoxy group; 

a phenyl or nabhthyl group; 

a phenyl group} substituted with a methylenedioxy 

group; 

a phenyl or nkphthyl group which is mono-, di~ or 
tri-substituted with a halogen atom, a trif luoromethyl 
group, a hydroxyl group, an alkyl group, an alkoxy group, an 



ammo group, a nitro 



group, a carboxyl group, a phenoxy 



V 
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group, a phenylmethoxy group J a phenylmethoxy group 
wherein said phenyl ring is mono- substituted with a halogen 
atom, tr if luoromethyl group) an alkoxy group r an amino 
group, a nitro group, a carpoxyl group or a carboalkoxy 
group, a cycloalkylmethoxy/ group having 5-8 carbon atoms 
in the cycloalkyl ring, a /cycloalkenylmethoxy group having 5 
- 8 carbon atoms in the cycloalkenyl ring, a 

cycloalkanedienylmethoxy/ group having 5-8 carbon atoms in 
the cycloaikanedienyl ring, a cycloalkylmethoxy group 
wherein one of the methylene groups (-CH 2 -> in said 
cycloalkyl ring having 5-8 carbon atoms is replaced by 
-O-, -SO- for -5(0) 2 -, a cycloalkenylmethoxy group 

wherein one of the methylene groups (-CH 2 -) in said 
cycloalkenyi ring having 5-8 carbon atoms is replaced by 
-O-, -NH-, =N-, -SO- or -5(0) 2 -, a cycloalkanedienyl- 

methoxy group wheretLn one of the methylene groups <-CH 2 -) in 
said cycloaikanedienyl ring having 5-3 carbon atoms is 
replaced by -O-, -NH-, =N-, -S-, -SO- or -S (O) 2 - group, a 
cycloalkylmethoxy /group having 5-8 carbon atoms in the 
cycloalkyl ring wherein said cycloalkyl ring is 
mono-substituted /with a halogen atom, trif luoromethyl group, 
a hydroxy group, /an alkyl group, an alkoxy group, an amino 
group, a nitro droup, a carboxyl group or a carboalkoxy 
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group and one of the methylen^ groups (-CH,-) in said 
cycloallcyl ring is replaced bfy -O-, -NH-, -S-, -SO- or 
-SCO) 2 -/ a cycloalkenylmethoxy group having 5-8 carbon 
atoms in the cycloalkenyl ring wherein said cycloalkenyl 
ring is mono-substituted with a halogen atom, a 
trif luoromethyl group, a mydroxy group, an alkyl group, an 
alkoxy group, an amino gnoup, a nitro group, an oxo group, 
carboxyl group or a carbfoalkoxy group and one of the 
methylene groups (-CH 2 -y in said cycloalkenyl ring is 
replaced by -O-, -NH-, /=N-, -S-, -SO- or -S(0) 2 -, or a 
cycloalkanedienylmethafxy group having 5-8 carbon atoms in 
the cycloalJcanedienyU ring wherein said cycloalkanedienyl 
ring is mono-substituted with a halogen atom, a 
trif luoromethyl gropp, a hydroxyl group, an alkyl group, an 
alkoxy group, an amino group, a nitro group, an oxo group, 
carboxyl group or k carboalkoxy group and one of the 
methylene groups l-CH,-) in said cycloalkanedienyl ring is 
replaced by -O-, /-NH-, -S-, -SO- or -S(0) 2 -; 

an alkylfchenyl group wherein said phenyl group is 
linked to an alJtylene group having 1-4 carbon atoms 
optionally interrupted with -O-, -S- or -55-; 
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an alkyl-O-/ -5- or -SS-pherwl group wherein said 
phenyl group is linked to an alkyle/ie group having 1-4 
carbon atoms via — O- , — S~ or -SS-,*y 

an -O-, -S- or -SS-phenyl/ group; 

a diphenylamino group: 

an alkylphenyl group wbferein said phenyl group is 
linked to an alkylene group having 1-4 carbon atoms 
optionally interrupted with Yo- , -S- or -SS- and mono-, di- or 
tri-substituted with a halogen atom, a trif luoromethyl 
group, a hydroxyl group, a /alkyl group, an alkoxy group, an 
amino group, a nitro group or a carboxyl group; 

an alkyl-O-, -S- for -SS-phenyl group wherein said 
phenyl group is linked tb an alkylene group having 1-4 
carbon atoms via ^O-, -5- or -SS- and mono-, di- or 
tri-substituted with a /halogen atom, a trif luoromethyl 
group, a hydroxyl group, an alkyl group, an 

alkoxy group, an aminp group, a nitro group or a carboxyl 
group; 

an -O-, -5- /or -SS-phenyl group wherein said phenyl 
group is mono-, di-/ or tr i-substituted with a halogen atom, 
a trif luoromethyl group, a hydroxyl group, an alkyl group, an 
alkoxy group, an ^mino group, a nitro group or a carboxyl 
group; 
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or 

R 1 and R 2 , together with /the carbon atom to which they 
are attached,, may form a divalent group selected from: 
a cycloalkylidene Group of 5 - 8 carbon atoms; 
a cycloalkylidene /group of 5 - 8 carbon atoms which 
is mono-, di-, tri- or tJtra-substituted with a halogen 
atom, a tri f luoromethyl nroup, a hydroxyl group, an alkyl 
group, an alkoxy group, /an aikylthio group, a cycloalkyl 
group, a phenyl group, /an amino group, a nitro group or a 
carboxyl group; 

a cycloalkylijfiene group of 5-8 carbon atoms wherein 
one of the methylene /groups (-CH 2 -) in said cycloalkyl ring 
is replaced by -O-, f-NH-, -S-, —SO— or -S(0) 2 -; 

a cycloalkylidene group of 5-8 carbon atoms wherein 
one of the methylene groups (-CH 2 -) in said cycloalkyl ring 
is replaced by -O-,/ -NH-, -S-, -SO- or -S{0) 2 - group and one 
or more of the uns^ibstitut ed methylene groups (-CH 2 -) in said 
cycloalkyl ring ai/e mono-, di-, tri- or tetra-substi tuted 
with a halogen atom, a trif luoromethyl group, a hydroxyl 
group, an alkyl g/roup, an alkoxy group, an aikylthio group, 
an amino group, £ nitro group, an oxo group, a carboxyl group 
or a carboalkox}/ group; 
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a cycloalkenylidene group of 5 - 8 carbon atoms or a 
cycloalkanedienylidene group of 5-8 carbon atoms; 

a cycloalkenylidene group of 5 - 9 carbon atoms or a 
cycloalkanedienylidene group of 5-8 carbon atoms which is 
mono-, di-, tri- or tetra-substituted with a halogen atom, a 
trif luoromethyl group, a/ hydroxyl group, an alkyl group, an 
alkoxy group, an alkylttyio group, a cycloaikyl group, a phenyl 
group, an amino group, & nitro group, an oxo group, a 
carboxyl group or a carboalkoxy group; 

a cycloalkenylidene group of 5 - 8 carbon atoms or a 
cycloalkanedienylidene group of 5-8 carbon atoms wherein 
one of the methylene groups (-CH 7 ~) in said cycloalkenyl ring 
or cycloalkanedienyl /ring is replaced by -O-, -NH-, =N-, -S-, 
-SO- or -S{0) 2 -; 

a cycloalkenylidene group of 5-8 carbon atoms or a 
cycloalkanedienylidene group of 5 - 8 carbon atoms wherein 
one of the methylene groups (-CHj-) in said cycloalkenyl ring 
or cycloalkanedienyl ring is replaced by -O-, —N-, -S-, 

-SO- or -S(0) 2 - group and one .or more of the unsubstituted 



methylene groups (-<fcH 2 -) in said cycloalkenyl ring or 
cycloalkanedienyl ring are mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trif luoromethyl 
group, a hydroxyl croup, an alkyl group, an alkoxy group, an 



V 
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alkylthio group/ an amino group, a nitro group, an oxo 
group, a carboxyl group or a carboalkoxy group; 

a condensed ring group formed by ortho-fusion of a 
phenyl ring with a cycloalkyj/idene group of 4 - 8 carbon 
atoms; / 

a condensed ring grcbup formed by ortho-fusion of a 
phenyl ring with a cycloal Hylidene group of 4 - 8 carbon 
atoms, said phenyl ring being mono-, di-, tri- or 
tetra-substituted with a halogen atom, a trif luoromethyl 
group, a hydroxyl group, fen alkyl group, an alkoxy group, an 
alkylthio group, an amino group, a nitro group, a carboxyl 
group or a carboalkoxy aroup; 

a condensed ring group formed by ortho-fusion of a 
phenyl ring with a cycioalkenylidene group of 5 - 8 carbon 
atoms or a cy cloal kanefciienyl idene group of 5 - 8 carbon atoms 

a condensed rjing group formed by ortho-fusion of a 
phenyl ring with a cyiloalkenylidene group of 5 - 8 carbon 
atoms or a cycloalkanjbdienylidene group of 5 - 8 carbon 
atoms, said phenyl ring being mono- or di-substituted with a 
halogen atom, a tri f /Luoromethyl group, a hydroxyl group, an 
alkyl group, an alkdxy group, an alkylthio group, an amino 
group, a nitro group, a carboxyl group or a carboalkoxy 
group, which comprises combining the 4-amino-3-substituted- 
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butanoic acid derivative with a humectant and, if necessary, 
an auxiliary agent fpr manufacturing a pharmaceutical 
preparation. 

(l3). The process as claimed in claim 12 wherein said 

humectant comprises one or more of the compounds selected 
from ethylene glycol, propylene glycol, butylene glycol, 
sorbitol and glycerol and an aliphatic acid ester thereof. 
The process as claimed' in claim 13 wherein said 



composition is a solid preparation of gabapentin, 
pregabalin, baclofen, 3-amiri6methyl -4 -cyclohexyl -butanoic 
acid, 3-aminomethyl-5-cyclc5hexyl pentanoic acid, 3- 
aminomethyl- 4 -phenyl -butanoic acid or 3-aminomethyl-5- 
phenyl-pentanoic acid . 
^isT) The proces^ as claimed in claim 14 wherein a solid 

pharmaceutical preparation containing a 4-amino-3- 
substituted-butanoic acid derivative is a pharmaceutical 
preparation in yhe dosage form of tablets, powders, granules 
or capsules. 

/l6^ A Stabilized solid composition containing a 4- 

amino-3-subyfetituted-butanoic acid derivative as claimed in 
claim 1 wherein it is further combined with a neutral amino 
acid . 
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The stabilized soli.d composition containing a 4- 



amino-3-substituted-butanoi/c acid derivative as claimed in 
claim 16 wherein said neutral amino acid is one or more or 
the neutral' amino acids/ selected from L-leucine, L- 
isoleucine, L-valiney L-alanine, D-leucine, D-isoleucine, D 
valine, D-alanine, ^L-leucine, DL-isoleucine/ DL-valine, DL 
alanine and glycine. 



